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la 1 l*i/i5' D^^T^y :/S^fii:jfB.i|HiIoM#.Sr^i-|ll-efeSo 
e/y^i^v-i5'n-i>'xyi^n<k^^fi)£&»-«t-^"C^?>i^2> (^^"^^* =^-* 

T^^' (Helvetica Chimica Acta). ^55 ^> ^2 
8 3 8-2 8 4 4H (1 9 7 2) K y y V7.^'y ^ ^V'r J V\%Kd^^^^^ 
|CJ;o-rt#?.n5L C*-7K/>^Kl--h (CarbohydFa 
te Res. ) . ^2 4 7#, ^2 17~2 2 2M (1 9 9 3) ] . ^fc-^P 

rnf><D^^#)^^*DfSi«tS-rSri:{Cj;oT'fc^^bn6 (PCT/J P9 7/ 
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X3 0 2®ft^«ftf (0*«^*tli) SrfflVNTffoybo miJ'naTj^yUA^ 
«ESrfflVNytNMR^-<i5' h>'K^a05t«JNM-A5OO ( 0 ^t^m^thK) 
it. Itl&mnD I P-3 7 OMil^tff (03»:5>)tttM) . uvM;^-s^ h/i- 
liuv- 2 5 0 05^)fe3tSH- (MSSf^^fM) . ^i^M:^^^ ( I R) 

«FT I R- 8 0 0 o*^5>^3t«tf (i»j»$iif^Mttia) sr^n^fflvNay^L 

MS m/z 1 1 5 (M+H) * 
'H-NMR (CDC 1 3 ) 

6 4. 2 0 (IH. d. J = 2. 4Hz. 5-H) . 4. 83 (IH. m. 4 
-H) . 6. 30 (IH. dd, J = l. 2, 6. IHz. 2-H) , 7. 48 
(IH, dd. J = 2. 1. 6. IHz. 3-H) 

'H-NMRc^-fk^^^^ hfilttCHC 1 3 (Dii^^-yy hmi:7. 2 6 p 

^itm : Co] u *° 0° (c. 1. 3, tK) 
UV:lmax215nm(7k) 

IR(KBrfe) :3400. 1715. 1630. 1115, 1060, 1 
0 2 5 cm-lcM-Sr^-rSo 
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(94/6) ^^KM^. -y^; a^i^y^ / ymm^mn-T^o Z(0 

40«C. ^«J*a:-=^-9-^/^^y-^^ (94/6) T'H P L C Srff 9 ^ i: 

^^^rnt (-) -h7^;^-4. K^:^^v--2-^X^^-^:^7^:^- 
l-;^->' iSiT. (-) (4^i/;5'D^:''7'y :/i:l5^-fS) otSE^tSJi Ca) o 

10 5- ( ^0.30 . ina^/-^^) -efcU. ( + ) -h7:^;^-4. 5-v?t K 
D^v^-2-v^^'a-<:^7^^— 1-:^:/ CEXT, (+) i^i^-!' n^l^y^ >f tm 
-rS] OtlE)tSfi Ca) o " +104- ( c.0.53 , :n^y-^^) X-fc5o 'JC 
*5lg3tSttitflS«>DI P-3 7 0MSg)ttf (0:*:^3tttM) S^fflv^-ca3^ L:to 
(-) {t:iXi5^a-i:/xy>-^tt;5 (+) «:i/i5'a-<:^xy:^ro^:nm<Og 

mm. mm^^^m (nmr) uv®«ix^-^^ hj^^^m-^. 

3t^^f"J$tbyt (-) ^'yifn^^y^JvW (+) «£v'^p-^:/7^y>'Sr^ 

(0*5^3ttti!i) Rrfei^;^-^i5' h/w (CD) ^m%\.. ^(o^^^'y 

^jX. yi^^:r:^^ (J. Am. Chem. Soc. ) . ^9 1^. ^3 9 8 9-3 9 9 1 
H (1 9 6 9) ] . ^<^S:fle|B®S:9!:^Lfco 
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. 5S 

[III 

/4R 

3 >0H 




mil 



06. 7RV^^ [III . ^ [ml tc.T^^i9lc (-) Wc-^^D-^^-T^/r^ri 

(-) - (4R. 5S) -h7>';^-4, Kn^v'-2-v'^'nXl>.X 
(+) f$:i/^a-<^^ry ^'H (+) - (4S, 5 R) -V^l^:^ 
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-rtiiy-hsHm^^it'^^ (R-sH) {cov>-cflaj^-rn»€. v-^j'p-O'x/ 

-(Z><t 9l;i">^o^i^r/:/f4SHS-^^<k-^«^ (r-sh) <^#«et> 



lEmmmmm^'j^^mt^i^^ immm^. iii4#. mei-esH (199 

6) ) o 



OH 




Iivl 



({EL, RW:SHS^'&^b'g-^feJ^>»e>SHS=S:i^V^fcaSt?fe5) o 




[vl 
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TO. ?LM. iSWJ. ^^^i^ ^^^^^ ^^^J^ ?ttR^J^^*n;i-c. 
««»J. mm. TO. i^*SiJ. ;P^J^<^@?^^J> iiSi«5^J. 
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(Nature) , ^3 8 9#. ^6 1 0-6 1 4H (1 9 9 7) ] 

v/^ n-<vx yy^\^< ]ii(o^^m^i^xn^i^h(Dm>hm^^i^^>i><i^fJ^ 

y^ ]) y^oiE^ii^imibhti. :^?im(ommnmWim<oihmMx\t^m\t\. 
u^yT/yf>^fi>m9i^ri=s>m^mu mmmi!kmx\i^m^&x\tm 

9 



wo 98/43624 



PCT/JP98/01151 



10g<?3D-i//l'i5'nvS^ (v-iZ-^ttK G 5 2 6 9) S: 1 U ^ H>'^<^*f- 
niCg^K^^^l- : S^g? : 3 : 2 : 2 ji^?«OJhl 4 0 m 1 **n;t-C«S^m. 

2 8cm. %±'y')^yr\YM-'m) \^r^y^ g^S^^^^^l- : S^g? : 3 : 
2 : 2(D±S5:^«l?«^:b-C=>>'7'W'yf— 1?0. 2 k g/cm* iCiWlEL. ft 
^5ml(7?M-C5>l«^^ffoyj:o 1®^^ 0 1 0 m UCJ'iS J: 9 7 ^ v" 3 ^ 
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5^181 L. 2 1 5nm(D^^mW0^mL1ttZ^. ^Sli9 8%-Cfcofci, 

iEi^^o^:/^"^ :/113.9 mgSrai^/— yU2.85 ml {C^d^Lfco -©ai^y 
->'U^fR»-'^=^i^>'/^^>'"-'"^ (94/6) 3.85 ml «:H»-^Jn;t, 17 rog/rol<^i^:J' 

fij HPLC HM^Kt Ufco 

CW^!{st^?K=S:£;lT<^^ft-C)fe^^fl HPLC =Srm\ (-) 

n^fe. jl^ffi$S;@L. (-) {!l^iy^x2^y7^/l^ 43.2 mg, (+) (4:i/^D-i>' 
■r/:/ 43.0 mg^r-5:H''PH#yi:o 
3t^5>#J HPLC 

^z^j^ . AS (y^-feyWk^X^) 2.0 cmX 25.0 cm 

j^ftffl : ^—f^ (94/6) 

iiSji : 14.0 ml/min 

^Itli : UV 210 nm 

«i|SfaX* : 150 Ml (2.55 mg) 

nhiiit. {-) ^'Ru^ (+) w-^yi^ n^iy'r J y\-m^mz. 

OSfe^. iltl'-^W (-) (i»:i/i5'n^:/ry :/30.0 mg d>P>19.7 mg ^J^-^:/^ 
:^-7-Sr^Wt^j:v^ (-) W'y^u-^yrJi^^. '^\f—^(D (+) *'>iJ't3-< 
i^7^/:^37.4 mg 27.7 mgO^i-f :/f-;*-r-«r^>r L^jJV^ (+) 
y7^/^Sr^i^W#fco JJc*? (-) {*:v^i5' p-<^7^y (+) ^'yi^^^^ 

11 
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mmmi 

^-yibl^ikm (FCS) :^5%^t^^Jl^^y^^^^-'^^^^^ (DMEM) 
tf-efl&!^-7':7;=^^5l5i^*t^««I^«3T3-Ll»lia (ATCC CL-173 
) $r9 0%=i^7;Ua^^hJ^'i5^-C^lltfco -los F C S 5:5^0^^33 :^ 

5%Sr^^-t-5DMEMlCl I 0-\ I 0-\ 1 0-\ 10"% 10-. 

io-\ io-\ xtti 0-M g/m 1 <^#%^Jiia«<^:^«fe'^sS®*'-^"^^° 

0 0. 5 0. 1 0. 5. 1. XnO. 2 m g/ml<^-f>' 
5%^:iL±5 0%*^S5<^iNBl!aicI.btL5'{><7)«r. + + ttJlill^<Z)#l9d5 5 0%U^±7 
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-<vtJ ^Sr» X^itht {;i)jg/»^a©S^VN*J + + + lii/iofco 'y^xx^vy- 

10®^. i^l[*b4 0g) ttB*i5' UTttJ: OliALfCo CE-2 (HsJc^UT 
gf^fiSOO. Img, Img. 1 OmgSr^rn^tLl 0 10. 4Bg*-Ctf5 
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m 2 







lflLlft-^>'^=— >^ (mg/d 1) 






(4 B S^jk) 


(mg/k g/B) 






- mmm) 


9 


43 2.3 ± 45.4 


0. 1 


8 


411.9 ± 44.0 


1 


9 


327.9 ± 25.4 


1 0 


9 


269.8 ± 28.5 



(2) KK-A' -r^;;^ i^^. 43i^) i:B:^^UT^X^m7<L. 1 Oil 

T^yyttl 3mg/kgOfflftS:fflVNyii„ jjiL*&<fi«l 3mg/kg(Dv/i5'n-<:^ 
T^y vS-^l^-CiSTbfc (lai) o ikWW'^^^y 3mg/k g«)v/^n 

^^-xy^^S^SI-eiSTL^ (13 2) „ jliL?tll§^Jc:*fb-C. hV^V±'J Km 
1 3mg/k g(D->i5^n-<^x/>'ft^«f-C<STL (03) . MMmmm^l 3 
mg/k gOv'iJ'ci-^^xy ^'tS-^l^-CiSTUfc (04) „ 

mitJkmi^/^=^-^m (mg/d 1) . «|«lHv-^n-ii-7^y:^ft« (mg 
/kg) Sr^-r« |2|2«i/i5'a^>xy :/a^fiiJla^'<>'^!J^<i^<^^^*^'^ 
m^WtitiiniD.m^>^})yU (^u/mi) . «|*ib»iv^^o-<:/7^ 
yyiSt^M. (mg/kg) Sr/T^-t, ia3tti>'i5'p-^>'7^/^lft«^J^^^ '-^ ^ 

y-fe'; m<DBi#.sr^i-i2t?fc'9. m^mt^nisLm h }) ^ V ± V m (mg/d 

1) . «|iWiJ*->i5'P-<>'xy (mg/kg) ^^-To lil4tt'>^n-<>' 
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fti^li^Stfti^Tk (5ml /kg) . v'i5'a-^>xy^'<^l 3nig/5 
)!Ril3$gjfiLtfco 

ATEST. fa^nm^m) Kxm^i^tc. itm'po^m. hv^v-^v h-Rxj^m 

SlflglteS^tt. ^ix^n-=^y^-^— -^-GePDHife, GPO-DAOS&RO^ 
ACS • ACODj^-Cgib^WiSe (7 0 7 0fl^: BinMf^mi!!) «:fflV^a'J^L 

(-) ^i/'!7n<^:yT/:y. (+) flci^i? o-<:/7^y i^t::ov>Tt>l^«S<z) 

(1)2 0M^W«H4CDF 13^-r'^^;^l^^a^S7KJi^«?bfc-9->'^^^7 
r#-:5';^ ^ — ^ r>^— (S a 1 mo n e 1 I a abortus equ 
i) S3l5(^LPS (y^K^Kyf-^y^^-f K:i-i/-^^ti!i) SrlfiKl^ft^ (0. 1 

mg/kg) ziLi^vv^'yy'y^y^'^'ff^^^vmx^-k-o 

i/i? n y :^ri L P S 3 O 3 O m g / k g (DfflS-ClfiKrtS 

F-a • EL I SA^^ix h (i^:c AttM) j^rafl^U p-^:/^^ 
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m 3 







Ikfffl' TNF-o 






(n g/m 1 ) 






± S E 




5 


3.9 6 ± 0.5 2 




5 


0.5 8 ± 0.0 8* 




5 


1.80 ± 0.30* 



p<o. 00 1 
p<o. 0 1 -e*rfia«^»-*ftw^ 



(2) 8ii«?8<?5«H4CDF l5^-v^^;^«:fflv^LPS^^JfilSrt^ft-^ (1 Om g 

1 S^^hSI-. 0. 03, 0. 3, 3, 3 0 m g / k g (^fflS-^^T 
jg^l^^, (-|ft4E) „ LPSS-^l^ra^l--^!>^J:'?«^Jli'-> jfittSr^^Hlb, 
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m 4 









mm 






mg// k g 


(n g /m 


1) 








± 


SD 






3. 00 


± 


A OA 

0. 60 




3 0 


0.24 


± 


0. 08 




3 


1.41 


± 


0. 45 




0. 3 


2.30 


± 


0.24 




0.0 3 


2.68 


± 


0. 28 



yU:tm 2ml«:S-^b. Ifil^^^c^T— (M«) «r^^Ufc„ ^^'^^.f 

|fiEiNBJ!&«RPMI-1640 i$«&t?2lEl?5fci»Ufcm. 1 0%^l!fi]«Jk?» (FCS : /N-f 
^D-yth) $:^A/fc*RPMI-1640 ^aa«a?«r 1 X 1 0 'cells/nil 

■fu- h(D^1^iZ 1 0%FCS $r-&A.y5:RPMI-1640 M8 0 0 m 1 «:*llx., ^^CV^ 

-c^a^^fiTK (^«S!!mtm) Kmm\^iti. lo. loo. loooMM^i^ 

^n-^yx/^-Srl OOm \Wim\.. 37X: CO,^ ^^^-^-^J'-'e 1 l^ffl^^^ 

J$«^l 0 On g/m ^^yf-^'^^-r K (v/iZ-^aSS) Srl OOm l 
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ft2|s|-ov/^ a^:/-ry (mM) ^Sr^-fo 

5^m\c^ ^^^D yf¥^^mi^mmtt^^^fi. f^mmt u-c;t^ tj^/v^^- 

y^H*^tssom^l*»s^ft^ffiv^-c^llo^Lfcm«f^^^Kl^■c (+++) t^^mo 
^m'^^hh.m-^ii.^^ (5 5:r) ^ia3iiiS0«J7- (2) ■c#t>nyi:t>:isf 

mn 

(2) ^S^i^TK (gJlEtl^i:) \Z. (-) (*:'>i?a-ti^xyx&0fi5^y-^>'^i^ 

(1) i/^n^^T^y VI 0 Omg iriai^Sit-fe/V'n-^OjiSarlr^^i" S 
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(1) ^'^'f-y i^^i^>^^'^:yLM- i 3CG : y — XttSU) 5 

k gS:;Kii7Kl 0 0 y 5/ hMC^JUD.L. fR£2 8'C**P>l«?ai 2 0'C^/i5*t? 

^Ji:b-C. h# 5 4 5 (-fe^-fhttM) 1. 3 5kg, RtJ5'>y*#60 

0_s i^^-yViinM) 1. 3 5 k g***nL, ^^CV^-C-fe^-r h# 5 4 5O0 

1 k g, st;fixy:'!7#6 0 o-s©o. 1 k g-eyw=i-M-/c3:/^^i5' h7 

.fyu^- (6W:/^1 6ife6Sft : ADVANTEC# 3 2 7) -C^ja^Srff o^„ 
8t:, 6 0#) $:=ffofc^?&aib. 1 50yi/h;KDv'i5^a-<i^x/>'-&^<^'< 

m 1 , «I«W:5. 8 B r i x%-Cfoofco /j:*3 p Htt p Hp< -^J'-'CSJ^ ^ 
SUf^^BH Om 1 5rpH7. 0 {Ct»iifi]-r5<DtC5|-r?) 0 . IN NaOHfidn 

(2) r^u^x-mk^mnhito 

mH^Kl^lKffilS 5. 0 0% 

4. 0 0% 

gfl^ilSf 1- 2 0% 

mm 0. 3 0% 

v/^o^i^xy V-g-^i^ 0. 5 % 

^M:^ . 1 : 

1 0 0.00% 
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800 ^^ 
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cr 
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